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Abstract of JP8301849 

PURPOSE: To obtain a heterocyclic compound excellent in tachykinin receptor antagonism, especially 
high in substance P receptor antagonism, low in toxicity and safe, useful as a tachykinin receptor 
antagonist, an improver for bladder emptying abnormality, etc. CONSTITUTION: This heterocyclic 
compound (salt) is shown by formula I (ring A is a homocyclic or heterocyclic; B is an amino group or 
hydroxyl; ring C is a homocyclic or heterocyclic; one of X and Y is NR<1> (R<1> is H or a hydrocarbon 
group) or O and the other is CO or CS, or one of X and Y is N and the other is CR<2> (R<2> is H, a 
halogen, etc.); R is H or a hydrocarbon group; (n) is an integer of 0-3] such as N-[3,5-bis 
(trifluoromethyl)benzyl]-1,2-dihydro-N,2- dimethy1-1-oxo-4-pyrrolidino-3-oxoquinolinecarboxamide. 
The compound of formula I, for example, is obtained by reacting a compound of formula II with a 
compound of formula III. 
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s> , ADy>ft$nrviT"b^^Ci-6 7*n*^a 

0ftK:Ci-4 7*3*->S) , Any>ftShtwb 

±ViCi-6 7***^*5 (»tCCi-4 7***^* 
S) , C1-3 7v***->5, tKn*v*S, 75y 

S, *y-3oas?-Ci-6 7***75 ys (^ic^ey 
-xtts^-Ci-4 7***75 ys) , 

S, Ci-6 7*3*5/-**#X*» (WlCCi-4 7* 
3*^-**#X*S) , Ce-it 7 U -*£:&£#:** 

[0 0 4 63 C8l*«*bT^T'b<t^«fcD»*b 

viHlftStcft Any>i?, ADy>ft$nt^tfe 

ct^Ci-e 7***S, Any>fcTStiTV>T'bJ:tf»C 
Any>flsv*nTViTt>J:^Ci-4 7***»*«t 
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[0 0 4 7] AfR£J:tfCiRcDil&ate. m<Do*>m» 

4»7>*-^A:!S£^£LTV>Tfc<i:<* m?L 10 
/\ny>>ft> C1-, Br-, I* fc 

[0 0 4 9] TASIj {CQV^T 

V>Tfccfc^*M^e>fc*llS£S^ fl;Ltf, j£ (A- 
D 

[0 0 5 0] 
Ut2 0] 

OC . PC «-> 

Al 

Cj£<K A 1 li % ADy>if 7-;* 

(ffAtf. x^;k -rv^afc^k hU7 

7;^^yS WAH j*K*X 
*n;*h*x Xh*ySft£) ft^r] , Xt*5£ (A- 
2) 30 

[0 0 5 1] 

Mfc 2 13 




(A-2) 



A2 



CSC*, A 2 :fc<ttfA 8 li^-XlittS^oT, AD^ 

x^;k <v^ntf;k h U :7;k*D;*^;V£ft£:) , 40 

*. 

[0 0 5 2] ±0ff*LU|fl|«!|litt, 3 (A- 

3) 

[0 0 5 3] 
[ft2 2] 



ft08¥8-3 0 1 84 9 

A< 

A 4 fcckt/A 5 « % H-Xtt«»fcoT, An 
?>U=? , SsfcttAny 

>ft**lTViTt)«fcViCi-4 7^*;« <«;itf, 

;k h'J7Mn^m x^;k -fv^ntf^xtt 
£) £^-n T*4b*n*^>-tf^«fti:^*ns. 

[0 0 5 4] Sfc, B*8lltl/Ttt, «Atf, TE5£ 
(A-4) 

[0 0 5 5] 
Mfc 2 3] 




(A-4) 



A4 



[0056] neaT«sn*n*sifc;fe^T\ ^tc» 

[0 0 5 7] ( 1 ) A 1 &/\nY>m? 7y 

&mm?u£) , xteAny>fc$nTv>Tfc£^ 

;k x^;k ^fV^DKJUftffl TftSWaaL 
(2) A 2 :fe<fct;A 8 tft % ^-XfcMBSft-sT, Any 

>fc£nTv>Tfc£^Ci-4 7;u*;vs 

;k hU7^tn^fJK x^;k -fy^nbf^aift 

^vS35:a Tft*R*S!S, (3) A* iS^tfA 6 

;k x^;k -f y^ntr^aifto Tft*fsj*3&, 
(4) A 1 «tAny>IT 7y«, SflSKF 

, (5) A 2 ^<ki;A 8 iSI-XteffiSfto 
T* Ci-4 7^3*->* *h*X Ih^y 

-r ft « Rami. 

[0 0 5 8] AiRJC*^*«^UV^Sifiliai5|Utt# 

#%m&&mm. tru^x t?^>> ^7 

xX fh7hHot:Uvx hfn-;k T7 x J-)Wi 
[0 0 5 9] 

[ft;2 4] 
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15 



16 



<3C. OC. DC. QC. OC CjC. 
OUX . QC. <X <X CC. 



-5) 



a, Test (a-6) T^$n*^#xa*^#K«siis 

[00 6 0] 

ttt2 5] 



<ro tic. ^ . or . 



(V) XX : 

(v» ^-^jC, d_ ^C ; 



(A-6) 



» ft£**U (ii) T^nz&ftMmttTZit 
^/\oyHt> («Atf, C1-, Br*, I* ft 

^x«Ci-4 7)V*)\,m <«*«, x^;k :/ 
Ci-4 7)l>*r)vm («*tf* t^M x^;k 7nt? 



ax***** (i) **k?h*m;:»wiw 

£lXtt2fi^ir6M<&£#«^*«X?R 
*JI^£1 XI* 2 fi^fr 6 

fh7kFDt!U^>^f) ft U 

Tt>fc!U^>Stft£#^£ft*. 

[0 0 6 1] TBJ ICO^T 
ttB£ (I) BH Ma**LTV>TfeJ:V>75 
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Atf> 7ay«, ^y-x«>?-Ci-6 7^*;k7*/ 
s (ma tf, *wktsa xwutsa yptr^y 
$y\ r/^ikrs a s^witsa *^;kr^;]/7 

5 A yXW^y, ^pynli^TS A 

> *R75/S <M*tf, ^*H?£^fcK* 

t>*^4-9Jl©a«75y»tt«, jutttiztt. ma 
tt. KnU5>A fcf^U^A M^yVJ. 4-*7)V 

)Vtf~)VTSi;& (MA«* 7*^*75 A ^ntr* 

-^75/, ^y;P75yK^afoci-4 7>v*)V- 

tDV£-)V7*ymiz£) , Ci-m 7»J-il'-*/M* 

-;P7^/s (ma«> ^>*/<;krs/3£fc£0>c 
6-io7U-;u*;v#=^7$y*ftO , Ci- 6 7;^ 
;k*;i/*x;k7*/2£ (MA«, *^;uWxXJP7£ 
A x^x;i^x;k7£ A ^di;^**^7S 

C«.i4 7U-;UX^-;V75/* (MAfct ^>if> 

xm-jp7$;, h^x>x;kfcx;V7^ /£ft£C 
6 -io7U-;ux;^x;i/7^ys) fc£a**tfe>n*. 

[0 0 6 2] «Jft»*#LT^TfeJ:Vitl«D*->;i/* 
iim MAI** kHn+S/Mt Any>ftSftt 

^Tfe«fcViCi-io7;^^yS (MAtf, *h*X 5> 

7jktn*h*x hu^na^h^x hU7;^n 

Ih^-X 2, 2, 2-hU7Woxh^ 

x ;^7WDih+y, -ryyn#^ 

X 7h*>\ -fV^h^X t-^h^X /1-7^ 
^D^h^X 'O^Jkt+X *9*fr**^ 
)VttisWz£OCi-it>7)Vn**smi&£) , Cr-n7 

(MA«, *>3;***s/, 7x^ 

;Vt*yS?5: OCr - 1 0 7 7M;Vt^vS^ O > 7 

^;*;W-;^yS, ^y-xtty-Ci-e 7;^ 
^75;*M-;Pt*yS (MAtf> ^W7$y* 

x^75y*M-;Pt*^ 
^7s;*;«x;^-x ^x^7^y*;p#- 

lk**v£&£<Z>^/-Xte^-Ci-4 7^7^/ 

, Ci-6 7;^;i^x;U3Jnx;p 
*^>ai (MAtf, *^x;p*-;v**x x^x 
;u*x;^* x y n fcT^xjl^x^^Sfc £ 0 c 
1-4 7;U*^X^*x;l^*->£ft£) % Cs-i4 7U- 

*X P- h ;i/X >X/W*:z/M-* ifCDCs- 1 0 7 

[0 0 6 3] Btitu v-Ci-4 7^*^75/ 
S, 5-7*©S!i^7^y«, c 6 -io7U-;wx;^x 



(10) <$BB¥8-3 0 1 84 9 

15 

»j«UTV»Tt>J:<. MA«, Anywt> (MA 
tf. CT, Br-, I" ft£) , 

[00643 rcati \z^x 

10 IT*t5l«W6iBnfcl«fttt2i0^f 
(MA«> fcfU^X fcf^vX hfn~;k *7V-)V 

*&xf7*yx>mi3i£) zrz\z#%wm&mx (ma 

fc£, fh7kHne«JyX fh7tKnt:u$yX 
MX.KL Aoy>K? (MAtf, 

20 svmm?) , Any>ftv*nT^T*«k^Ci-6 7;v 
(ma«> *5Mk ^DD^m ^7iv*n * 

hU^DP^^JK h'J7MD^fJk x^ 
;k 2~^D^:X^;k 2, 2, 2-KU7;i/^DX5 : ' 

3, 3, 3- hU7;^nyntr;k -fv^ 

^ivsftO , 7a/iTi»$n/hCi.6 7;^^* 
(M^«. 7sy^^;v, 2-75/x^s^a . 
^e/-x«^-Ci-6 7;^ji/7^yST*«$n^c 
5» i- 6 7;i/*;wi (MAtf, ^^7^y^^;k i^^^ 
)V7^/^)V, 2-^w^/xf;k 2 -v 5 ^^ 
;i/7$yx?;^a , *^#*^;«T«««*nfc 

^rvx^PS^a , Ci-6 7ii/3+->-*;i,3px;i,a 
T*m$n^ci-6 7K*)um (ma«, ^k^->^;p 

#x;px^;k xh*5/*^#=jPx^»a:0 , t 
Kn^y T«» 5 tlfc C 1 - 6 7^*^* (MA«, 

tHD*^f*, tHD+yX^H^a , Ci-e 
7^3*5/-* T** $ n^: C 1 - 6 7 I^IV 

4^ S (MA^. ^h^->^^;k ^h^yX^JK xh* 
•>I?*lftffl . Cb-6 y^o7iW5 (MAtf, 
^^nyntr;k ->^n^;k ->^o^>^;k 
a<\*is)vmi3i£) , xhn3t, ->7/36, kHo^> 

(MA«, ^h^X y7WD^h^y hU^DD 
^ h^v, hU7Wo^h+y, Xh+y, 2, 2, 
2-h'j7WPXh^k A«-7WPXh^y ^ 

t-^h^x ^-7;^o^h*^*ft£) > Any 

50 >flS$*lT^TfcJ;V>Cx-e 7)\,*r)VT*£ i (MA«, 
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x^;i/^2\ ^DKAf*, -fy^DKW 

75 A yntr;P7^/, P*?)V7*J, yl^7 
. St#75/S <«*.«. ^SIS^EtfU;: 
K*!!^ ««KTfc£c!>^xn||Rffci~3«^T 
V>Tfc<fc^5-9A©«tt75/S*£\ J*#Wfc«, 

troys;/, tf^y^A ^*y;ift 

7*^;K75A ^ofcf^x;!^ A 7^y;k75/ 

;p 7 * J * jvtf -)V**r x x?Mi/7 s/a ;u#x;w- 
*x ^^^;i/7sy*;^-;^^x sjx^ats 
/*;M$x;k*^>fc£) % Ci- 6 7;Mr;P7Ukfcx;i, 
7^/S («Atf, *^x*#x;ktsa x^;i/X 
;p*x;kr£A 7nO/X^*x;i,7 * 

;k 7h*^;fr;P#x;k ^v^h^^M-M^ 

7JMrA'-*;i'#x;p* *^;w#;ptfx;k 
x^;v*;V#x;k :/^*;w*x;i,£fc2) > Ci- 6 
7^***3/» 7irh*vgfc£) > Cs-6 

-Ci-6 7;v*^*;wt^-r;vs tmxii 
/t^e-ok x^;^^;vn^E-r;k -fuMjvtt^n^ 
;k ^^*;w^^-f;k ^x^jMi/wt^-fik W 

*fri}MV±<M&l)3 > Ci-6 7)V*)V?s)Vits-)V 

5 ^^x^tfxjk x^x;i/*x;k 7 
DE^^z^ifto acswpjf&n*. can*. 

fc ± < , BftSOftttSSI Rlffife«Bffl-e3S*5 k: w?-e* 
«. C«OTrLT^TfeJ:Vi«J»©fctt, l-5flg 

6 »*U<ttl-3«S«T*«. tt»g<Dft#2« 

[0 0 6 6] C»tt, 05Atf* l«©Ce-i«7U-;« 

Sttt*SBS 7U;k ^xx;k ***7U 

;k -fy**D-yy;k ?7yy;k -fy?7 % /0JK 

-fS^yyjk tT7\/U;k 1, 2, 3-^lJ-i?7V 
U;k 1, 2, 4-**i^i?7*/U;k 1, 3, 4-* 
**5>7*/»j;k 7^lfx;k 1, 2, 3-?7i?7V 
UJk 1, 2, 4-^7^7VU;k 1, 3, 4-^7 
v7yy;k 1, 2, 3-hU77»J/k 1, 2, 4- 

hU7yu;k fh7 v /u;k e y v;k try 



;k tfU5xx;k tr^vx;k hy7$>x;vgfc£) 
«£»Ci-i7)i'*;t'S ^^;k ^DD^f 

;k y7WD/^Jk h'J^DD^^;k hU7JW* 
n*^;k x^;k -f 7;i^ 

[0 0 6 7] cmim\sTKT*>£^ft&L\,m»mt 

LTB, WAH, Aay>If 7y«, « 

i-6 7;i/*;i/S *^;k >dd^^ 
;M-o*^;k hU^nn^^k h«j7^*n^f 
;k x^;k 2-^nqex^;k 2, 2, 2-hU7;W 
toxm /^-7;i/^nx5 L Jk ^otr;k -ry^n 
tr;k 3, 3 f 3-hU7;^n^nt;k ^;k s 
-^;k t-y^Jk /t-7^n^JMia:Hoc 
i-4 7JM t /M6fc£) • xhng, tHD*->Mt A 

a? Xh*X 2, 2, 2-hU7*tnxh+^ 

;^7WDXh^y, ^n#*X >fy^n#*^ 
3, 3, 3-h'J7M07 f P^ ?h*5"Kfc£ 
©Ci-4 7JVn=^i/S^:i:) , 7^/S, ^y-XJi^ 

-Ci-6 7;i/^;i/7^ySTM^$n^Ci-6 7;^;p 

;k 2-^^;U7S/x^;k 2-^w$/x^ 
;vs^afo^y-xn^-Ci-4 7JW7^;srs 
«snfcCi-4 7;p*;i/Kttfc # ) * ^/-xtev-c 
i-e 7^+^7§y» («Atf, ^^7^y, x^;p 
5» 7^/, ^y*7$y» vxw$;s?i^; 
-x^v-Ci-4 7;v*^7s/**2) > Ci-e 7;i/ 
n*^-***=*« («fi*tf» ^h^v*;v#x;k 

=*«ttO , Ci-6 7yJ^^vI 7-feh 
*^lft£OCi.4 7yM^yI^a , *^#*-> 

[0 0 6 83 »*l/ViCH»CJ4. «^S^LTV>Tt> 

>» , Apy>s^ Apyvftsht^t 

fecfc^Ci-4 7)V*)V& Any>fcSnTViT«>±^ 
Ci-4 7^3*5^*, v-Ci-4 7;i/^75/S> C 
•i-3 7y;^yl^<k«k HD^yJHJ;01«nfc 

[0 0 6 9] s&fc»*u>c«K:au BftS^ur 
^? >*>ai«t**nft. Arnica. »*u^c»k:h:, . 
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tes (c-i) 

[00 7 0] 
[ft:2 6] 




(C-l) 



hu^DD^^K HJ7;M- i0 

U*3-)V. IW, 2, 2, 2-hU7WDJ^. 
A-7JU:*nx^;k ynfcf;k -fV^Dt!;k 3, 
3 f 3 - h "J 7 JW n y d s - 

t-7?»/l<£tt£0>Ci-4 7)V*)VWz£) . ;\oy> 
fcShTV»TttV>Ci-i 7^3*$"* <«AfcL ;* h 

2, 2, 2-h»J7*tDIh*S/ 1 A— 7)V 
tnih^y, yp#+y, -fy:/n#*$/, ^h+v' 
Sfc£©Ci-4 7/lo*->*fc2) , */-Xttv-C 
i-6 7^*^75 /» (WAtt, J*3^75A I» a? 
75 A 5**yjP75A ?X9W73y£&£0 j E,/ 
-Xtev-Ci-< 7;i^;W7 £/£&£) % Ci-s 75" 
JM"*** <«Atf, 7-fcMr**fc» JtfctttpD 

*^A»ftwto > *&ttTESt (c-2) 

[0 0 7 1] 

(C - 2) 

X^;k 2, 2, 2-h'j7JVtOX^K A- 

7^tDim ^ntf;k -rv^ntr;K t 
-^;p«&t # ©Ci.4 7JW t MlftO , Any Mb 
$nrutfej:uci.6 7;i/a^'>« (eiAti, 

*>\ 2, 2, 2-bU7MDlh^y, ^D#^ 

[0 0 7 2] *off*uiricanc», itrEst 

(C-l) Rt; (C-2) tC^T, C 1 -C 6 #TE©«!ft 

(1) C 1 , C 2 *5cfctfC 8 I»I-Xtt«S^oT, 
Aoy>If, ADy>ft$nTViTt><fc^Ci-6 T)V 

*;«xttAny>fl:$nT^Tfe,fc^Ci-8 7;p3* 

(2) C 1 * C 2 fccfctfC 8 50 
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7JW t JWfc 

(3) C 1 , C 2 £<fctfC» B-XU«SftoT> 

(4) C 1 . C 2 ££tfC* ifi, ®-X\m&t£-DT. 
Any>ftatlTViTt)«tUCi-« 7JHrJldk 

(5) c 1 , c 2 ^cfct;c s w % m-x\mmtf.?T* 

(6) c< &£t;c 6 at, n-xa«ss:oT> Any 

(7) C 4 fccfctfC 5 |-XH«I^oT, Any 

(8) C 4 *3<ktfC 6 H-XttfigftoT, Any 

(10) C 4 fc£tfC 5 2fi&^5fiiC«SIS^ 
[0 0 7 3] ltrS2J8« (1) - (8) fc*HT, Tad 

yxbanr^Tfei^Ci-f 7;^;vsj . tony 

[0 0 7 4] SSfcfrSL^CSIfciVrtt, MAtt. m 
ESC (C-2) fc*V>T, C 4 R^C 5 ^TE0«»»Tfe 

(a) C 4 *±tfC B 09%-^F«>***T. HDW^ 
h^->3£, (b) C 4 ScfctfC 6 05S-*#*»I 
^> tt^ramKXK^ (c) C< ^J:^C 5 O^S-* 

d^h*->*. «wy^DW«, (d) c< ^<fc 

(e) C 4 *itfC 5 ^hU7;p 

[0 0 7 5] rx^^OTj [C2j^T 
WES*, XSitfYWU (1) -t^-NR 1 - (R l 

*^«-o-, fi^-co-ifcii-cs 

(2) -^^-N=, ffi^=CR 2 - 
(R 2 tt**K?\ ADy>If, BttttlTViT 
feJ:^«ft*»»* ««3tS#LTViTfe«fc^75y* 

*T) €r^-T. r-x-Y-j JCtt, 0fAti. 

(la) -NR 1 -CO-, -CO-NR 1 - (RMMttE 

tmM^^-r) , -o-co-, -co-o-, 

(2a) -N = C (R 2 ) - (R'ttltGfclttltvt) 
ft£^**n» *6ft:ff*LVi r-x-Y-j ttt. - 
NR^CO- -CO-NR 1 - (R'ttltE&HXK 
Sr^-T) , -N = C (R 2 ) ^C-CO-NR 1 - 
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(R^ttEfcHSMIftS-r) U£&%*tVb. R 1 » R 

?ft2#)ff4lK R 2 Tg;b2n* riftS^tbT 
»TfcJ:»73y*J ra^Sj £UTtt, (i) C 

i..7;^;ps («*tf* *^;k if*, ^d^k 
<y^ntf;k ^k -f v^;«fti*oCt-4 7)V 10 
*)imisiZ) > (iDCi-eT^*^-*;^-^ (« 

i-4 7;^;w-*;v#^«3fei # ) , (iti) Ci- 6 7;V3 
*5>-*;u#n^a ^h^S^ktfxjk x 

1- 4 7*3*^-***=*»ftc2) * (iv)7y«, & 
*B?ft2©;\ay>IT, *T)V, x^Jk -f V7n 
tf;k ^;^&£oCi.«7;u*;«xtt^ h*^ 
xh^x -rv7 r D#^rvS^a:coci-6 7;i/3^vS 

tt£<Dli«***UTViT«>J:^C«-i4 7U-^* (« # 
*tf. 2-^W7xZJk 3-^W7x-JK 4- 
^^7x-JK 2-I»7x-Jk 4-tert- ^ 
JI/7x-;VS^^OCi. 6 7^*;i/-7xX^S; 

2-^D07x-Jk 3-^OD7xZ;k 4 
DD7X-JK 2 -7JPtD7i-;Hft£©ADy> 
ft7x-;«; 2-^h^^7x-Jk 3-^h^i/7 
x-JK 4-* h^y7x-Jk 4-<yyh^>7x 
x;«fc ifd-«7^^>-7x E) & 

ffSUU r«|ft££#LTV>TfcJ:V>75/£j 30 

\z, 75 /s, ^y-^fc«^-Ci-6 7;^;v7^y 
s *^;i/7Sy\ xw^y, :/pk/P7 

fctt5>-Ci-4 7***75 /»ft» fc&P*Sn 
[0 0 7 6] r 2 T^sn* raiftS^LT^TfeJ: 
& Any>fls$nT^Tt><fcViCi-6 7*3*5/* 

*h*>\ HJ7**D* h*->, Xh^y, 2, 2, 40 

2- HJ7;M-Dxh*>\ :/n#*$/, -fy^n** 
x :/h*$/, ^VT'h^x t-:/Mr5/*fc£0C 
i-4 7*3*->gfc£) , c.-m 7 u -***-:/* (« 

A«> 7xxW*y, ^7?***S/Sfc£<OC«-io 

7U~***V'gfca > Cr.n77^t^>* 
(«*tf, ^>zS)V**>>mteaoCi-ii> 75**** 
*->gfc<i:) , Ci-s7W-^i«xjmyi 

**§***$<% 7-fch*^ yoetx;i. 
**->»&£©Cx-4 7;i'^-*;i/#-;v**>'Sa: 

O *J:tfCiM4 7y-*-**#=***S/JI («A 50 
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tf, ^v^***^, *7^***#=***5/S& 

f © C e - 1 o 7 >J -*- * )V#-)V** E ) fc 2 * 

ft*** R 2 ^tHD*$/MT»S»^ 
r-X-Y-J iLTO~N = C (OH) 

c (oh) =N-«, *n*ns3Mtt©Bflw;:**- 

NH-CO-*£W2-CO-NH- (R 1 

TUTt>«fc^fcFD*$'*£j iUTtt, Ci-e7*3 
*->S *h*X xh^X :/n#*$/, -f 

y:/n#*5/*fc£©Ci-4 7*3*5'*ft2) 

[0 0 7 7] R l £LTte> .ADy^XlikHD^ 
^a&£T««SnT^T*>J:^Cx-6 7;V*;« (« 

KM. *?■** x^;k ^ntf;k <yyntr;k 2- 
tHP^yxm 3-^nn^ntr;k 3-:/nq&:/ 
DK*Sft£OCi-4 7MMI40 fc&Wff$L 
£D»£LV>R 2 Kit, Ci- 6 7MiI/ 
fc£Ci-»7***S («AK* ;*^*S* x?* 

gt&£) . ^rfc*?***^***!*. r 2 ti>x 
\t, Ci-e7***S mm. *^;k x^;k t'o 
k;k -ry7 r nfcf;ws^i:oCi-4 7;^;ws^a ^fe 

[0 0 7 8] TRj (i^)^T 
ffllB^^, Rtt**KTXtt«IMIft*bT^Tfe*U 

mx\ts 7)v*)im* 7)v*r~)i&. 7)v*~)vm, >< 

[0079] grG rr;^;usj (ctt, ^Atf> M*» 
i - 6 <DW.m#*tt\*ftmftQ>7)v*)vm mz\& * 

^;k x^;k ^n^k -fv^ntf;k ^;k -fy 
t/^Jk sec -y^;k tert-^;k ^>^;k ^ 

X«^«0^7^^r^S^8 1 ^ \7)V>r-)Vm 
\z\$, mm* ft*»2-6<7)7;^x;i/S («*tf, 
xtx;k ^n<x;k -ryyn^x;k ^xx;k -f 
V?fx;k sec -yf-M^i:) ft£***n*. 

x;us mm. x^x;k ^ntfx;k -fy^otrx 
;k ^x;k <v^fxjk sec -^y^MlftO 

[0 0 8 0] ttG fzsi?n7)V*F)\,&l tVX\t. W?L 
K**3-8 05/^a7^*J« («Atf, v-^D 
^ntf;k v^Dy^k v^n^>5^;k ->^n^ 
->JV*tt if O C 3 - 6 v * d 7;W«* 2) fc t*** 
6*X*. 1ls9U7)V*fr7)\f*)Vm tUTtt, 

a, C3-6v^d7;^;p-Ci-6 7;^;ps 
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25 

*s>?U 7)\>*r)V- C i - a 7)V*)VmU £) ft 

7U-JH MAit 7i-;k i-±7^;k 2-^ 

7*\>k 7>HJ;k 7xt>hUMW:0 fc£#* 
£n*. »*U>7U #JAtf, 7xZJH 

E<oc7-n>75)v*)vmte£) tzz&mvfznz. R 

**»Xtt«»lXli2fi|i07WMlT»*l 10 

[o o 8 l] r^ft**atj iWLT^T*><fcWMUI 

tUTfct *Atf, ADy>If (IfjtfeC. 7y* £ 
Jt*> 3**Kf) > -hnS, y7^S> kHD 

*5^Mk Ci-6 7^**» x^ 

/k yntfjk -f vr/nKJls , Ci-« 

7^3*^* (flAtf, *h*S<\ Ih^X 

^fV/n^ 7h*->£fc£) . Ci-t 7)V* 
x^;i^*\ ^Dtf;i, 

It, y-Xlih'J-Ci-6 7;Mr;P75/S 

(fl!A«, y^7sy, x^y^y, ^ntf;i/75 
/, ^^i^tsa j;x^7S/> HJ*y;p7S 

^£ 1 - 3«^WC* ±V» 5-9 ACDSB#7S /2t 

fc£, 9ix\t. unusv. imus^a ^e;i/^uys 
fc£) , Ci-« 7;^Ji/-*;p#x;v75/at (fla. 
«> 7-fc?ik75A r/nfcT^x;^* A y^u/kr 
s/atft£) > Ci-s 7;m^x;!/*-;p75/£ so 

*^x;kfcx;W75 A x^;ukftx^7S 
a ^u\i)V7s)V^-)V7 , Ci-s 7;i^n 

h*->;fr;ktfx;k :/n#*i>#;],3px;k 

wx;n^a , Ci-s 7)v*r)v-*})Vi£-)vm m 

xtf, ;*^;k*;P#:x;k x?*;i^;i^x;k 
;w*x;pat*» , #;wt^-f;uat* ^/-xttv-c 
i-6 7;p*;v*/wt ; E>f;Mt (0g*tf, *^;k&;w*t 
-f;k x^;kfr;kr?^>r;k :/Dtf;k*7;w^<;k ^ 
x?;k&;i7*t>f;Mtfcffl , Ci- 6 7;k*;vx;i/*x 4? 

KlilM2iiST*5 9 2 SUrTfc 

[0 0 82] fnj CO^T 



ftB9¥8-3 0 1 84 9 

-3, Wei 3042, +T*>l-C*SO*W*bVi. 

[0 0 8 3] fe^agggUjgg 
ISffi-iKS (I) T*v*ft*fc£*®3^ »*LWb 

(1) AS^«lft»ft*LT^TfcJ:lria!r»!»ataiX 
tt«»*€#bT^T'bJ:Vi*SKra*a; B#5-7 

>*f>3R ; -X-Y-^-CO-NR 1 - (R 1 fibfcSJR 
^X«Ci-4 7;^;US^^T) ; R3&t**«^*fctt 

[0 0 8 4] (2) A5R^>i?>S8, SfcttftMK? 

^fDlf^l x« 2 fi^fr 5 Xti 6 I^^fM* 
iS; B^5Xtt6Jl(Dg|«75yS; CS^Any>S 

icCi-4 7;wvs> , Anyv^^nr^Tfeii^c 

i-6 7^3*5/» «*KlCi-4 7i^^yS) *^6atf 
n^l-3fl lflX»3fl) 0««IX^Wb 

TV>Tfccfc^>1f>?R; -X-Y-^-CO-NR 1 

- (RUiTK^S^XttCi-i 7;p*;« m\z*?)i 

at) ^^r) ; R^*if^fcttCi-3 7)v*)vm 

(mz*^)Vm :*±tfn3^1Xtt2©ft'&**fctt 

[0 0 8 5] taes a) T**nsfl:*«3Wia&*j« 
fc«H*nr, «n« an. u>», - 
aA^i, ^x>k, %m. ft P - h 

f7 U 

[0 0 8 6] flS#ftXfcH-gai[g>«ftfrtt 

*^^coib^» (i) xi»o*ri, ^i^«> Tiesis 
^i:^t, -HRSt (ii) TS$n^{fc^ft (#;!✓#> 

K) *fc«-t<Z)«*S^ttS*ttB««:t, HHSC (II 
I) T»v*ft*fls£tt (75 » Sfctt-tCtStSSJS 
S*, 75HI&&&^J«$^c:ttca:0«jiT#*. 

[0 0 8 7] 

[ft2 8] 
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Sfrl27^ Fg^dEEfctt* fllAtf, (a) ft£« (I 
I) Sfctt*©ttifc£<* (III) a 
Sfc*£fl*m>TEfc;Stf*JErtfe Sfttt. (b) ft 

(in */ttt-€-^*ass*ttR*fr^*^m ft 
ft* an) *fc»-t©iatK*a***ftfc±Dff3 

UttfTS*. ft^fe (ID ©«il/Ttt, NAKL * 
/tSft£#SM»?*&. *fc, ft^fe (III) rcifi^L 

[0 0 8 81 MB (a) ffi^SOtbT 

tt* MOM**!, s^n^*^***? 
-Y3F> l -x^;i/-3- (3-^*3\>V7S/:/nk 

^*^*U^7^Hft£^W6*l*. EfttL, 

x-x/m ; Wx^&foixfMI ; ^dd^ 

*;"*>i?>, h;ix>*2©«ft** ; N, 
^;V*;]/A7£ Ffc£©7£ F ; y^^xmvF 
ft£OX^^^Fft£«t«»Te«. ft*« (III) 

(in afctt*©tai*;nc#LT, -weni-s^ 

4, »*b<l;U-3Mi«Sarc**. EjRtt, ElS£ 
Tte, hUXWP75>fc2©7Jt'*Jl'7S> 

m* N-^^;«;v*u>*c©a«7s>«, kus> 
£0iastt^s*«*asft'&^ & *<> 

MX.& ft£«J (ID *fc»«©*l 
^wcttbx, i-5^e;k #£L<te 1-3^1^ 
Tfc*, ejhuei& - 1 ot:-i o or, » 

orSflrrfcO. Efttt. 3*. 1-9 

10 0 8 9] jtfrfB (b) ©3MSfc*V*T. ft^ft (II) 
©EJ6tt«**fcbTWU tfJAtf, »JfrTftK/\^f F 
>nu F, FftO . ■* 



(15) »BB¥8-3 0 1 8 4 9 

28 

;k l -k p n*^>7 h u 7^t©xxfM 

xfjk 8-**5/*yu>toxxx;vftO fc£# 
ft^« an <DRfomsm»t<tG® ai 

I) *fcl«-cMSfcG>E*tt. E^ic^FSft^^ 
20 KfCffton*. SIK&LTtt. 1915 (a) cwSrttfc* 

l, 2 -i?#nn3.9>tza<o/\uy >{£&{£ 

&%m* X^;VX-x;k fh7tFD77X 5>*3r 

*>» h*^x*>fc£©x—r>MI* ftix^v 
^iiOXXfm ^>if>, MUx>&2©«ft** 

ftHHTfeiH. ft^fe (III) 
tt, ft£& (II) ©S*ttR»#lt;VJw»L 

a? t, afiri-s^k #£i/<tti~3*;pgBT» 
*. E**«rr*fc*K:tt* «So#*ETTE/fc-r* 

^tjw«tf»5. mmtvxte. tte (a) o^r&K 

fcttfc&SOfcJ^ N, N-^WXUX N, N 
- ^xf^7x U >fc iJ <33£#ft7 S >S ; KK^* h U 

HU ft^fe (II) ©E*ttll«#l^lC»UT. «A 

tf, i-5^;k »su<«i-3 : e;>eST$)^o e 
<»ot:-i o oreartrfco, EttBHtt, i 

^> C©EJ6fc^ViT*tiB»Ua^*«€rffll^« 
S\ EK*K:*«1IIA2**TE«S«T*)J:V^ 
[0 0 9 0] *fc. ft^4fc (I) ©34, r-X-Y 
-j tf-CO-NR 1 - (R 1 tt»Ei:H««S«-r) 

Tg$n?»ftt«i (i-i) Tfa-jes 
(iv) -r*sn«ftfr»tBiiK(6i:#it, -«a 

(1-2) T«£n*ft-&«S£J831^ *ViTi»IIHj6 
40 DT75y**fcttkFn*5/;P»cHfa©«JftS*«l 

[0 0 9 1] 



[ft 2 9] 
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[St*K Ztt-CNiifcfci:-C02R 8 (R 8 te;fr;i/#* 

s^aoaaa***-) b° 7ny&&rz\z\i 

te&to (IV) gdb«e«», a#, SSte&frTTfTfr 

«£J£ 1. 5-S?7*K^n [4. 3. 

0] />-5-X> (DBN) , 1, 8-^T^tf->^ 
□ [5. 4. 0] V>T-t- 7 -X> (DBU) , N- 
^>^;UHJ*^7Xex£A tHD+^H (Trit 
on B) ft 2) % Baa* J-hU9A*h*3' 
F. th^Axh^H, *»JUAt-^h^Hft 

f^Uf^A, ■jy^ASM'Vr/nlf^SFfcE) *« 

«#t£*. seic. hj*?;u75>, hj 

X^75>\ N-;*^;i^;i^U>fc£CD3»75> 
IS, fc?US?X fcTXMJX N, N-y^»7-U >J& 

m\t, fc&m (iv) i^;Hc»bra»o. 5-2 os 

#£U<l41-5^*gST*5. 
[0 0 9 2] E*14> BB. £«+Tfrftfc>n*o Jgt* 

tf. X-xJMS («A«, ylfjU-Tik ^yy 

2) . 75 FB N. N-y^?WM7$ 

F&O • */M**S/FB (BAtf. S^^yUW** 

ftt StttlT7^3-;« («Atf, **/-;k x 
. «»iUT7**U4K7JW3*5/H 

Ffti©^-MJ*A7*3*^F) £B*-&;b12:S<D# 
*«T*«. K*BBtt«»T*a*©aK:«fc^T»fc 
a*, -8 0t:-2oox:, #£L><i4-5 ot; 
-1 5 ot:a*T*o, sMWMv^n^m * 
£«nn* s«oastrj;o»ja:s^ a*, »i 

0#-2 4l$ra8£T&*. 

[0 0 9 3] fc&m (1-2) fcHDt^ 
S. 7/l<*/WfcEJ6tt. »B** *3tO#ftT> 7)V* 

y-;^£©7^3-;m* >?>th^>x*x 

U£<D*h>m* N, N-S>*y;M^A75 Ffc£© 
75FBfc2*«»« t 6n*. BBfctt, BAtf, MJ* 



(16) 4#W¥8-3 0 1 84 9 

>, tfU^X KnU>, N, N-$**^7— U>fc 
£©*aa». BBAU9A. SB^MJ^A* *Bfc 

*U9A. *Bfc*HJ*Afc2©aaa»a«*sn 

*. 7^+^ftaiCtt. flAtf* BB***LT 

^Tbtlr»7W>0A5-f F (BAtf. ^D'J F, ^ 
n*F, FfcO . mxfWfettX** 

>tx^f;v **>x***-K p-f;p 

X>*)Ms*-k ^>-K>X^**-hfc£#^*n 
*. fc^B (1-2)054, B° *75yaiT»*fc*fc 

>OvA7^f H 1, 

1, 4-^D^>, 1, 4-y^DO^>, 
1, 1, 

X 1, 6->?^D^^>, 1, 7->?:/D^v7 

*>tzZ) *m»zt* b^7^;st&5^«i 
trays; a tfty$vs&» 

5 /Sfc^-r-5a*» : &^rr^7;^ p^-r 

F> S?yn-r-f Fa2*WP«ft. 7JWr^fldB©« 
a? A]*!** fls^* 0-2) i^;hc»ut*9i- 

-lor-iooic, *f^u<«j^ot:-8 

to 0 9 4] TisMkK&t* mm<o*)i#>m*tt}* 
o>Rm*7*/)),ftMomm. its® (1-2) oaisict 

30 ^>trx h;ux>^^o^b**S, x^;i/x- 

i^^U-X fh7tFn77>^i:(Z)X-f^ 
SixfWfox^f^S, ^nn^A, 
D^^^>^£©Any>fcjRfl:**a, N, N-x* 
f^^A7S Fft£©Any>fl:#Mb**«, KUi? 
>ttS©»«75MKftff3WI»T#«. IKS 
tLTfit hU^A, &a*X*'J 

•>Aftffoaa*»a» aa^-hu^A, aa*u»>A 
^£oaaa. »a±Fu^A^fo»aa, hux? 

;V75>3fe£(D3R75>a, lfU^>ft£©a»a7 

B©E*ttB«#tUTWu flAML B^*ft, S-nB 
B*«, i/\WH (IWLtt, ^DUF, F) 7& 

^n67v;uflsaa>afliatt, 
tf, <b^» (1-2) i€;n:»bTi-5^Mr » 
SU<ttl-3^§iT*5. a*, 0 

■c-i 5 o*c, »*u<«»i ot-i 0 ovmmxb 
K*ttntt, a#, i5»ra-i2^ »*b< 

14 3 0^fB3-6^ra@^T*^o X^*-;WbKi6»4, 
7^;i^E«TCD*/P#>B*fcl4*©K*6ttB»*|c 
50 ftAT, X;V^>B^^l4-e<^S^ttSIW*:^ffiViT^ 
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[0 0 9 5] *5S93©fls£& (I) ©5-6. ASW<xF 

©S7cE£«. a*©^j£tc«toff5ct*tT#. a*. 

AH BfcA7>*}A, A^SAaffiAU^A. A5 

.fcOgfcO, 9tt. (I) KSfUTO. 1-10 

% (w/w) ggTi&S. 

[0 0 9 6} JBTcRJStt. a*. JSfitfTfffcn*. ® 
y-JK ^7:7*nAy-;Wfc<!:©7;V3-;MI. rh5 

;v&£©xx7\a«fc£a«£tf &ns. Efcagii, « 

Atf. 013-2 0 0"C« #£K«2 0*C~-1 1 0"Cg 
ST* 9. EfcBflWtt. ffi«. 0. 5~4 8^K. ff£ 

l<«i~i emmmm-v&z. mtt, k&t 
•wia****^*. &ccj:d. met (ma«. 3 
~i oases) Tff*t>n*. ^roisfcajcEfc 

[0 0 9 7] Al*trh7t F n If "J S»Sg-C 

**ft;S4&K3u A8l*»KU5»*T*.6fl:*a*. S 
Q-L (SC4>. Qe«aSSWUTV»Tfe«fcl»7;i'^ 

LTKt WAtf, Any>iIT (09*. tf. £*. JUR. 

-n^vSfcif) fc£;M&l7*T#*. raaa^waaK: 

5-TF (fllAtf, ^o'J F, ^n'F. 3—jf't F& 
2) . 6fEKxXr-;k SfcliX^sfoaxXx^ («*. 
tf. **>x;p**-f, p- h;i/x>x;i/#*-K 

"<>-tf>;UP#*-Ffc£) fc£jWfiV>sru WCT* 

&mm\t. m\\$> Mit*c»i/Ti-i 0 03 
a, »st<ai~3 oaaesT**. 7h*)vm 

i©R*tt, a*. »*«l»Tfffttoft«. SStiiL-T 
tt, a*tf, *9j-fr* 3L*/-)V, 7an/-)V. 

5?**U->&if©x-x;MB, ftax^JUfci*© 

IZfJH, i'i'DD^^X 1, 2-i>?DDX*> 



(17) &B8¥8-3 0 1 84 9 

fc£©ADy>fc&fc*aafc£aiffiET#. 7)^)W 

«, io < c~2 0o , c» »^K(i2 ot;~i 1 oce 

E£B#IStt, ffl». 0. 5~2 4«fH. ff* 
[0 0 9 8] £)«Lfcia»:B©xF5fcFDkiJ>>>SB 

^©ajcsistt. Ts&isa*. &«*afc®i&£©a 

**fls«fctt. flIAtt. **fl:*^»^- h 'J ** 
i0 ft*9*U?9A. ->7/*afc* 
SS^-FU^A. ^7/*afl:**aU9 l *A. *5SHk 
7)W5x<7AU9 1 '?A^i:^*ns. 

Sfcftfctt. *afls*$a*- f >J ^Aaf^sns. 
ajcsi©ffiffl«e. a*.& ia»iaic»uTi~i os 

«. »SU<ttl~2^a@ST*5. EfSiS&iUT 
7)Vn-)Vm, fb7tHD77»4i:C 

a? a«« »- 1 0 ot>-4 010. 

«, mm, 5»m~ioi^ffi. »*t<ttio^ra~5 
^raeST**. etiffiBsisig©a7cE^ic*viT. its 

«J©aSt«koTtt*»?8©fl:^ft©-^T»-55?k H 
BITS*. *&, S88BASS*ixh7t Ha bT'J^>SS-C 

^©ssiK^i^ss^s^rrss^, ftes 

5» Q-L (^ifi©C4»aite£:Ra«*»t-. ) TgtoS 

[0 0 9 9] S9fEAS^t!'J^>?R©B3»mTfc 
S{k^tf?£. KftR«;(C#-rii:lC<kr). AH*tKU F 

mt, «A«. i^tt©*S W- ■ X- • ^'JJV (E. 
A. Prill ) 6. t-^f-«;i"»t5'-^ (Organic S 
yntheses ) , ■&*^2^, 4 1 91 (1 9 5 7fS 
ff) ) S«:tt^ntCipi;*:*i*{CiDff^ Ct*«Tt 

40 

[oioo] ^n^©^fticfeV5T^fe (i) amm 

«a («Ati, aa. ^*«a«^) . ^mm 

;px>x;u*>a, J'l^i, ?K> 
a, sesfci:) . aa^s <a*«. ^fo^a, * 

'J>7Aat*©7>*U&R, *)1->>*7A. Tjf*>"7A 
*if©7;U*'J±a^«. 7)P5X'?ASfctt7> ; EX 

50 >, h'Jl?A75X kf 'J v>, fcfn'JX X^y- 
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ftBB¥8-3 0 1 84 9 



33 

;U7^x yx*/-;V7£X hUx*/-;V7S 

feT^, ft** (I) **©»«IT»6n*«*WU * 

[oioi] cft&o:*ttfc£D**i,fca»ft£* 
(i) zrzttvmt* toRo&mttn^m (maisc 

[0 10 2] ggfc**Xl*£g£Ogg& 

*ss«B<z>ft** (i) xte^<3££fisrsfc&oiica 
ft** (II) <D5^ ma«. r-x-Y-j #-co 

-NR 1 - (R'ttE&RjUI^-r) > AI^>*> 
31, B#t Kn*^;U£T&*ft** (II-l) tt, MA 
«, 1 -2 8 0 1 24^lCE*a£i*tt»i;T 

&i6T#, -X-Y-^-CO-NR 1 - (R'MB&H 

ft** (i 1-2) f*. ±E#a? i-2 8 o 1 2n&miz 
(2 -v7/) ^>y-r;nf^3-»^^xx5 i ;i'S 

[0 10 3] *fc, K8ft** (II) MA«, 
-X-Y-^-NR^CO- (R^BfcHI**** 
f) , AjS*t^>if>|j|, B#t Kn^S^gT&^ft 
** (II-3) tt, MAtf, If •4r5^hU--*y-^ 
foWU y£ . n>/^>K (The Chemistry of Het 
erocyclic Compunds) , 3 2#, JBl&flK 1971 

(1 9 7 7^mf&) [5>a>« ">-f U-A*>Xtt (Jo 
hn Wiley & Sons Inc.) 58ff] lCE«$nTV>*;£& 

ny>*tt£«MLT75/S^«*U B#73/ 

ST*<&ft^«i (ii-4) s#*c:t*tT€r*. cn$<D 
ft** (ii-d - (i i-4) zm^x, 7n*jwusti& 

**-r^«*Hfc-&ft (n-5) cn^os 
ISrBft** d-2) ic*viT7sy**fcttfcH 

JifctfT**. S£fcE»ft** (ID ©3ft, -X- 
Y-^-CR 2 =N-X«~N = CR 2 - (RMMftEt 
HMfcjR-r) > ASR#^>if:>«T&*ft**Eu M 
Atf> UEft** (II-l) - (11-5) CD5ft, -X-Y 
-#-CO-NH-Xtt-NH-CO-T*Sfc**t 

i^Any^ma (Ccko, -x-y-^-cm 



34 



[0 10 4] H±, ASS^>i?>!RT?*5S»ft^« 

[0 10 5] Kttft** (IV) tt, «A«> -** 
(V) T«Sn«ftM*fctt«cMftfiV»OElMHI 
HR* (VI) T«***fl:*ft*fctt*cs>tt[* 

[0 10 6] 
i0 [flS3 0] 

(Tj)^^ + R 1 HNCH2 C0NR-CCB2) 
(V) (VI) 

% ^ Z (IV) 

K*0E*ttttEiBM*^. ] 
ft** (V) tft** (VI) fc©KJ6»3U MEft** 

a? no tft** an) tor* m&j&jZK&tFim 

0#«±Dfr3££#T*S. ft** (II) Rtf (IV) 

c*»t. Agtdt*^sm jHresdas* 

Tfc*ft**te> *f*r**3r§3i£> SfrEO&TC 
[0 10 7] ft** (II) Rtf (IV) ttJfc&MLTV) 

t<&£<, un^ostim M*tf. ««n («a 
ant l J>», *ft**K* ifes^a * 

«K (MAtf, PS, ^nt:^>K> 
"7K>8, 3A>|, *x>£, U>=flfc 

$^icft** an «t*^#*s/^»fts©Kttai 

ft£©7^*U±«4M, 7>*x7fe£) *^«^r« 
fi* (^A(i KU^^;P75>, hUxy^75>ft 
eohU-Cx-t 7^^75>ft» itt^rtUT 
S«ft**^j:tnim*AOftE«C« 
V^T, K»ft**^«»aii:LT75yS, *;i/3p^-> 

«$nrviT*>j:vi. co«*, E««fc, 

T, ^SIIt^l»**r^>C<i:JC<J:r)aKlft**^#^Ci: 

[0108] 7$yx©ftntim ^i^tf, c 
i-6 7;p*;v*^#x^s (0f>Ltf> 3M;v^;k ^^;v 

^x;ug, Ci-6 7Wil'-tt'>*W^« (MX. 

50 O , 7xx^**v*;v#x;v3i (MAKE, ^>X^* 
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trfrXfrtf-fr. x^;k*;v#x;k 7?)Vt> 
)v#=.)],miiZ) . =has^£*t^fsn. sag© 

&ttl~3<HggT<&*. 
[0 10 9] #;ktf*v'.^g©«ttgiLTte. 
tf. Ci-« 7)1>*)V& WKte. *^)k X^Jk n- 
^nbJk i-:7*nb)k n-:/^Jk tert-:/3Mlg 

3*. 8*. &s$t. h^irjs^) , Ci-» 7^+;^;i/3p 
x;vg («*.«. *;ks;k ^^k^ktfxjk x^jv 
*;v#xjk v xr-ngfcH 

awsn, fi»g©&« 1 ~ 3 

[0 110] kHn*^Sffl§IItl/TH m*. 
«. Ci-. 7)V*)Vm WMi* *^)k X^Jk n- 
7nb;k i-:/Db;k n-^ik tert-^jig 
&<!:) . 7xz;H, C,-i<,7y)V^-)Vm <«*.«, ^ 

>v>;pgft£) . C1-6 7^^;v*;p#x;vs (wa. 
tf. *;vs;k .*^;k*;p#xjk x?Mk*;V3flx;ig 
fc£) , 7xx;k^-+->*;k^x;PS <«!*.«, OX 

xjlg (WAtf, ^>^;k**->#A#xAgfc<i:) . 

ftstuxii. was, ADy>n^ (xysss, mm, 
A*, avmm?) . Ci- 6 7A*;pg. xixas. 
Cr-.o77;v^s. =FD*tt£«t»if6n, a&g 
©»«i~4®iflr?&*. 

[0 111] ffiSgCRSSKli. £;ft]tfcli-en»Cl(lD 
S75& WA.fi. K, &g, Stc< b H^v 

>, XxXA-b H5y>, N-*?A-y?s!-*A</t3> 

[0 112] Cl©J;5^7JfttC«tD*Egbfcfl:^fe 

(i) «. «A.tf. sea, mm, 9x11*9974- 
*. tit, z<D£5\zLx®e>nz>{t&® a) #sst 

jS»ic#sn*ft^i» (i) «t*©«o*«T»6n 

[0 113] *%WO{t&® (I) xii-?-offlii*7"D- 
-f -> > E J: 0 ttSSM? ©ifo*3®ft ©TtitJfllfiiflfe 
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i^Tfttj. -*»«#&© 5 s-tf-X'x^xp (£i 

T, HUlSPi:^ 5 *£•****) . Xa.-D*X>A 
(NKA) . AJki'hXVae^Bia^^H (CGR 
P) 1S.£*tt-$-*C-7 r j rt- (C-fiber ) £3 

•5t»atLT«ie.nT^5. *t£«j a) o^©jm«s 

jo to 1 1 4] -9-^x^>^pe>pffifeir;*is(o#iSJii 
LT©«8^©ffi, Ji«ffi^ffl, mm&'&.imm, 

Jt^-f W^;kXlzJ:0««l^<DiR^&^B*nfcS 

p*t2^x3.-D>ic)S*ifa*eA-5ct, *^»5i; 
«t oaiiaisnfes p^-t-ros^ic^ffiK^sse-r* 
ct*t»e>nT^s. s p tt7)k>/WT-ffi«i 

57 Ui?f})l k-7*i— X(Physiological Reviews) , 7 3 
229-30 8H (199 3¥5Efr) , i?*-1-A> 
*—YJ^v>7 77-T3D^- (Journal 
of Autonomic Pharmacology), 1 3#, 2 3-9 3H 
(1 9 9 3¥fBfr) ) . 

[0 115] *5B99<Ofl;^ (I) t&tt-l-O* 
tt. Stt*«fi<$±T*^. *5T. flings PS** 

»«fp«**-r«**wofl:<r4fc (i) 

tt. WLA* («*.«. 7-;K AAX^-. 

^3. -rx. ^ b^v?. -y-;k thai*) 

30 lC*f1-*£±fc, *ffifct<H7Wl'=?-tt^S (WA 
B, 7 hb- ^J»^, aMX, «£J6. «ja. aes 

(WAtf. 7)kyA-rT-^fe£) ) . tgft£g&£ (W 
aSftK^S, S*tt7<:»^ ^D->#|^ 

mmmmm w*.\& »'Cme. sbae. jb^e 

«.SCt*<S3^r3n*. *xnoftM (I) x 

[0 116] *ft)I®fcfttt (I) *feB-5-Oig$MSB 

tt. x>7">. 77tt^A. #->l'#*v'*g\>l'-fc)l/n 
55 -X. b r ! D+->ynb;V-feJVn-X. fiSIDVO- 
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X> T)V*>ML* tfUKx/HTnU F>fc 

(i) *fctt»*±»*iiiBft'to!>ifiowi, a^;p- 

tf, #SS#CE>jSAS#(c«a«na^-r**-&, l B 
SfcO#filkg*fcDft&* (I) SfclttOfitl 
TftO. 0 0 5-5 0mg, #*Ktt»0. 0 5-1 
Omg, $St£#£KtettO. 2-4mg$lBl- 

[0 117] 

ta^oM] *&9!<z>{fc£«j (i) *&tt*©ttut 

[0118] a? 

kim! an**, cns©«fc£*fc**«T*'3T* 

L&V4BBT»bT&-&Tfe«fc^. 
[0 119] ««®*5A*nvhy5:7-f 
-fc*»"MKBtt, »ELa^t§ttTLC (Thin Lay 
er Corona tography, II^P7h^77>f-) Kck* 
BBTlCfftonfc. TLCBBfcSWtfcL TLC^l/ 
-hfcLT*Jl^ (Merck) *t»® 6 0 F 2 6 4 ft, JUBBiS 

^6nfc»«t, #&&tVTuvmm3&&&m\sft. 

O->U*y;W6 0 (7 0-2 3 O^yS^a) ft/fl^fc. 

*at**©tt«*»i ot:*6 3 5t:*ai*-r*. 14 
em*. 

[0120] gikfl, ##««o**ttaT***-r 
*. 

nmr : m&mmx^? 

E I -MS : WFfHM»#«X'S* hfr 40 
S I -MS : Z^^*>K*#flrX^ 

DMF : ^;*^*;UA75 F, THF : f h7h Fn 
7 DMSO:y^^XW^>H, Hz : ^ 
J :*y^U>^S», m:T;if^yK q : 

s :y>^HK b:7D-F, likeiffiffl. 

[0121] $mmi 

n- [3, (bvyjvxn* 1 ?)),) i>*?M 

-1, 2-ytHD-N, 2-S?*^fc- 1 -^V- 
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1. 2-vtFD-N, 2-v*^-l-**y-4 

-tfDUs?/-3->f y^r/u>*;i/#>B (##« 

1) (4 4 0mg) CD5^DD**> (2 5ml) 

IC, ***>J*?DUH (0. 5 5ml) iitfDMF 

d») aanwrmM^ufc. &«ftes 

U m&to&i?? nu*?> (2 0ml) lCjg#Lfc. 

zvmmz, &&vimisttifi*>* n- [3, 5-h* 

tt (5 2 0mg) th'JX5 1 JH$> (1. 2ml) ft 
fc^fcjWKSlSa (2 7 0mg) <hLT&Snfc. 

Mj& 1 9 4 - 1 9 5 1 (BBx^-< y 7n tf;i/x 

NMR(200lfflz, CDC! 3 ) ppn: 1.96(41 1), 2.96(31 s), 
3.13(21 m), 3.30(21 n), 3.50(31 s), 4.3901 

d, J=15.0Hz), 5.37(11 d, J=15.0Hz), 7.45-7.7K3E, 
a), 7.89(31 s), 8.52(11 dd, J=L2, 8.2Hz) 

7C*#«T<I C15H21N1 O2 Fe iUT 
frJf€ C, 58.71 ; H, 4.53; N, 8.22 
%fl* C, 58.66 ; H. 4.50; N. 8.23 0 
[0 12 2] 5U60O2 

5-75/-N- [3. 5-fcfX (hU7**n^f 
;W **>$*/M -7, 8-vtHo-N, 7-v?^^ 
-8-**V-6-KU F [3, 4-b] \ZVi?>*)V 
F 

N- {N - [3, 5-ifx (hVy)V*n*7M ^> 
-N-^^;i/T5y*;i/3px;^^;W - 3-v 

7y-N-^^Jlv-2-lfU5?>*iU**»S F 
032) (5 9 0mg) OX*/-;U (2 0ml) &££ 

F*S"F (2 5 0mg) tX*S-fr (5ml) 
«] ftUDA, I1T1. S^f^a^b^. &**ft@S 
b> SS^lc^cftiiDA, ftKx^TffltaUfc, »mM 
felSU, **ftS*r*tSISib^**Jte«g 

i (3 6 5mg) tvxnznrz. 

1 7 0-1 72t OSiXf^-X^iH-f^ 

NMR(200MHz, CDCla ) ppi: 2.98(3HX7A0, s), 3.10(3 
EX3/10, s), 3.41(21 b), 3.58(31 s), 4.40(lflX3/ 
10, d, J=15.2Hz), 4.89(11 d f J=15.2Hz), 5.190HX 
7/10, d, J=15.2Hz), 7.30-8.20(51 a), 8.99(11 

B). 

[0123] $mmz 

N- [3, 5-HX (HU7**D^« ^>v;W 
-7, 8-vtFo-N, 7-v^^;w-8-^y- 
5-fcfnU sv-6-KU F [3, 4-b] tfUi^>* 
F 

»IM2Tl»&ft&ft (2 0 0mg) 0*#DMF (1 
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Oml) mmz, Si#T* SST, 1, 4-i?7a*7 
*> (0. 0 7 8ml) *<fctfU5^Afc?X (hV*? 
;p^U;W 75H (1MA^>W (0. 16m 

1) fciJD*, 2 0^MtS»lfc e &&£@±U 

T*S©pH«r»8lCP8»Lm B»X^JWS£#J6 

(3 0g) Sffll^*7WD7N^77>f- (ft 
Sx^k^^;-^-9 : 1-4 : 1 TSffl) 
»«r*tgjlfl:^ft^«iejlSa (2 6mg) <LLT# 20 

g*£ 2 0 3 - 2 0 4<C (##) (»1X^-X^ . 

NMR(200MHz, CDCls ) ppm: 1.96(4H, n), 2.98(3H, s), 
3.09(2H. m). 3.28(2H, m), 3.57(3H, s), 3.390H, 
d. J=14.6Hz), 5.4K1H, d, KL4.6Hz), 7.580H, dd, 
J=4.4, 8.4Hz). 7.90(4H, s-Iike), 8.93UH. n>. 
[0 124] ##0J1 

1, 2-^fcFn-2-v*^;W-l-**v-4-k? 
n u vv -3— r v*/ u >*;w$>»» a? 

(181) 2— >7/£S#& (1 5. 4g) OTHF 
(3 0 Oml) JM«lC#*»y^DU H (1 1. 4m 
1) fccktfDMF (1®) 0. 5^^mT« 

#Ufco &&£@£U SSft^THF (10 0ml) 

3 5/>X^XXT-;P-IBRja (12. 2g) thUX 
^;i/7^> (3 3. 3ml) *>cfctfTHF (10 0m 
1) tDg^ftKSD** S*&T2Ptra«#bfc. *§(K£@ 

ttftLfc. *K*«*T*tN-Xh+S/*JW#- 

SHjfiflWfitttt* (16. 3g) fcLT#&nfc. 
NMR(200MHz, CDCls ) ppm: 1.26(3HXl/4, t, J=7.2H 
z), 1.33(3HX3/4, t. J=7.2Hz), 3.0K3HX3/4. s), 
3.19(3HXl/4, s), 3.93(2HXl/4, s), 4.16(2HXl/4, 
q, J=7.2Hz), 4.27(2HX3/4, q, J=7.2Hz), 4.32(2HX3 
/4, s), 7. 42-7. 80 (4H, m). 
[0 12 5] (112) IilT»fcft*»(15. 9 
g) <B«t*X^/ — )), (40 0ml) mmz-tbVVJx 40 
Xh^>H (9. 4g) «D*, g*&T2P$IB«E#L 

TpH**S8JC»iafU&. £©g^tt£»Rx^;KCffl 
£HU jftfiMft*, h 'J 

/-l, 2-^kFn-2-^-i-t*v-3- 
<v*/u xf^xxfwtfi^i 
(6. 3g) titse.nL 

■kjft i o 2 - 1 o 4 1: (Mxw- *r v 70 tr/px 
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NMR (200MHz, CDCls ) ppm: 1.4K3H, t, J=7.4Hz), 3.5 
9(3H, s), 4.4K2H, q, J=7.4Hz), 5.6K2H, b), 7.60- 
7.90(4H, m), 7.5K1H, dd, J=1.4, 7.6Hz). 

[0 12 6] (Ig3) Ig2T#m© (1. 0 
g) „ 1, 4-y^D : E^> (0. 58ml) ODM 
F (15ml) &m\Z*m{t1-YW2± (60*tttt) 

(6 5 0mg) SUOiL, SITO. 5^WIL g 
ttftSSU 3a*«H*Kx^*itf*ftH0Afc. 2 

1, 2-ykHn-2-^^-l-^7-4-t:D 

y sv- 3 -*v*yy x»xxf;v 

tfftfiftft (0. 8 3g) £LT*§«S>n*:. 

It/ft 1 5 5-1 5 7C (y^DD^^>-X^X- 

NMR (200MHz, CDCls ) ppm: 1.4K3H, t, J=7.4Hz), 2.0 
2(4H, m), 3.25(4H, m), 3.5K3H, s), 4.42(2H, q, J= 
7.4Hz), 7.45-7.70(3H, m), 8.50OH, m). 
[0 12 7] (IB 4) Ifi3#fcfc£tt (7 6 0m 
g) , x^y-;V (3 0ml) *«fctMN*lMW-hy 

(3 0mi) oB^K^mmnrF. 4. sbphx 
x?y-Misu a«&m>T8ie«iw>p 

ft**, SBx^fe^UtBiX^-THF (5 : 

i) -emfr&mvtc. mam*mambi-hvvj**-c 

x^x-^T*#-r*tMBfl:^W*fitSil (5 
6 0mg) tVXH&tlfc.. 

lt£ i5i-i52t KMB) (^^y-;i/-x^;p 
x— r^&Htefi) 

NMR (200MHz, CDCls ) ppm: 2.53(4H, m), 3.56(4H, m), 
3.92(3H, s), 7. 50-7. 82 (3H, m), 8.6K1H, dd, J=l. 
4, 7.8Hz) 

7C*'^«t€ Ci B H 16 N 2 OzLhX 
fHftt C 66.16: H, 5.92; N, 10.29 
C, 65.80: H, 5.99: N. 10.25. 
[0 1 2 83 ##092 

N- {N- [3, (hy^;^n^^;W ^> 

3 - ->7y - 2 - tf U v>*;i/#>K [Luc I. M. Spie 
ssens et ah, Bulletin des Societes Chimiques Belg 
es, 89, 205-231 (1980) COITUS] (5 7 8mg) 
CDTHF (3 0ml) ®mzm\:^*-)l (1. Om 

i) &£ztDMF (ijB) m&T\z2vmim 

S^LL ^«^S*U, BWMbftTHF (3 0ml) 
COWKfcN' - [3, 5-H^ (hU7 

/Ptn^w) ^>y;w — n, n' -^y^yys/ 

>75H-«Ba (1. 4 2g) th'JXf;P7S> 
(2. 7ml) ^i^TMF (3 0ml) (&E'&«fc:« 
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#Tfln*-, *fiT2BJHJ«i*Lfc. fc*5, N' — [3, 
(h*)yfr*u*?M ^>V)V\ -N, N' 

^nvVfcN- [3, 5-fcfX (hU7;i/tP^f 
M *>i?)V\ -N-^^75>T75 FffcU 

fc. t&m*&&rzt9m{£&to&mn&tevtto (59 
[0129] mwmk 

bMJWiaggi (IM-9) gjSPggfrgflj^ 

XA'X-^ylU (M. A. Cascieri) 
— (Molecular Phamacology) 42 

#, 4 5 81 (1 9 9 2#»ff) J ^OJS^tT 
JB^fc. ^#ttthU>Af«iB (IM-9) ctO 
mmLfc. I M-9 ffl§& (2 x 1 0 5 cells /m 1 ) £ 
88^3 HfS«* (lUyhW Ixfcfk 5 0 0XGT 

£U>MMMe (7D-7#7hU-tt CAT. No.2 
8-103-05) ftJB^T 1 3 0m 1 O 1 2 0 

mMttfcth l J^> 5mMjttft*«JW, 2/ig/m 
l^X^fX 4 0Mg/mlAvh7V>, 5^g 
/ml^7SHX 0. 5mM7xZJ^^X;P 
fr-JVyJV*?^ h\ lmMX^U>^7$>ia98& 
*tT5 OmMMJX -ifflHMH* (pH7. 4) 
Uhn>-^y^-<if~ (Kineiatika) 
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tt8, F'TSO *fl^TS»U 40,OOOXGT2 0#f$ 
JfcMiHiLfc. £Hltt£±E«HE3 0m 1 T2@ac^ 

ufc«, ss^s^ltseis (-8 or) ##Lfco 

[0 13 0] dOgfl&O. 5mg/ml0^>/^i 
^ft«£3£EJHMHK (5 OmMhUX - fiSg* 
S(pH7. 4), 0. 0 2%*tim7)\>7$>* lm 
M7xZJ^^XW-^7M7^f F, 2 jit g/m 
l^X^X 40m g/ml^/h7yX 3mM 
fiftv>^>] CHU lOOtfl M^SiSdftA 
i0 Lfc. *>:/Jk 125 I -BHSP (0. 4 6 KB q) 
fcfelDA, 0. 2mlOg*ftf^ 2 5^ 3 0 
*»S«J^ltt2X 1 O-'Mfc&Scfc 

[0 13 1] RJ6«* ■feJl'A— C2 9 0 PH 

D, tr>7V vV • T^/Oy f>J-^^y 3 

> (Cambridge Technology, Inc.) tt», XBD *«H 
T* ^7X7^fH- CGF/B, 7yhV> (Whataa 
n ) *SD ifcfiaatiibTKJKftffjhU, 2 5 
Om 1(7)0. 0 2X^jfil}t7;^^>^tr5 OmMh 
a? UXt£&g«» (PH7. 4) T3EIft»U 74)V2 

fc. 7*;i^-tt«iiMco. i%*uxfi/>-f5> 

[0 13 2] ±£<D*frTT, K^ISISOT^^^jtefll 
gft£*!Wg (ICsol) 0. 6 

^sn^yx^xpfc^-r) 
woit&to (i) *fctt^o*#inw^x^>xp 
50 s**jgKfpffls^rr*j:t^t)^. 
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